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Liposome prepn. - by kneoding mix*, of liposome membrane 
component and aq. soln. at above phase transition temp, and then 
stirring with aq. soln. 



C85-022709 I 

— — ' Liposomes may be prepd, by kneading- a mixt 

of a liposome membrane component (I) and an aqueous soln. 
(e.g. water, physiological saline, buffer sola., aq. soln. of 
sugars) at a temp, higher than the phase transition temp. 
(Tc) (between lamella and the bimolecular phase) to give a 
hydrate of (I), and then stirring the latter together with a 
necessary amt. of aq. soln. at a temp, higher than Tc. 

USE 

The liposomes can contain anti-tumour agents (e.g." 
cytosine arabinoside) , antibiotics (e.g. penicillin G), 
proteins (e.g. insulin, interferon), polysaccharides, nucleic 
acids, vitamins, and other medicinais (e.g. Na salicylate). 

AD VANTAGE S 

Organic solvents are not used. The process is simple 
and does not require special equipment or techniques. There 
*s high retention of drugs making the process industrially 



B(2-P2, 2-V, 3-L, 4-BIB, 4-B2D, 4-B4A, 4-C2, I0-C3, 12-G7, 12- 
Mll) 10 



applicable. Most lipids can be employed as (I). 
MEMBRANE COMPONENT 

(I) include phospholipids (e.g. phosphatidyl-choline, 
-ethanolamine, -inositol, lysophosphatidyi -choline , sphingv. 
myelin, yolk lecithin, soy lecithin , sugar lipids, dialkyi-typ- 
synthetic surfactants, and their mixtures. 

In addition to these components, a membrane stabiliser 
such as sterols (e.g. cholesterol, cholestanol ) , charged 
material (e.g. dicetyl phosphate, phosphatide acid, gangli- 
side, stearylamine) and anti-oxidant (e.g. a- tocopherol) ar 
pref. added. 

EXAMPLE 



Commercially available L-a-dimyristoylphosphatidvI- 
choline (L-ct-DMPC, purity 981, Tc = 23°C) (0.7g) was 
kneaded with 1 ml. 0.28M glucose aq. soln. warmed up to 
30°C. This operation was repeated 3 times in order to 
thoroughly hydrate the phospholipid (the totat aq . soln. us- 
was 4 ml.). Then, 46 ml. 0.28M glucose aq. soln. prelimin- 
arily warmed up to 30°C was added thereto and the mixt. 
stirred. 

J60007934- 
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The resulting soln. was stirred with n homomixer for 2 
mins. at 30°C and cooled down to room temp, to give an 
opaline liposome suspension contg. glucose. The suspension 
(0.5 ml.) was filtered on Sephadex G-50 (RTM) to remove 
excess glucose not contained in the liposomes. 

The glucose retention rate in the liposomes was 13.5%. 
(5ppW52LHDwgNoO/0). 
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